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^- v* : 1/ 



im^m 1 3 tis-^ (i) r^sti&^xr^ Fi»i«<os 

o 




[4b 2] 




~?2>mMWtl 5-12 o^-m^ L < i± 2 ^m^T- u&&m. 

£ 1 ~ 4 m&^tZ 4-12 <DWW& L < ii 2 itm^x n Sfc 

^a^-fS^T^^K -OH. -SH, -O-H^T^^W -0-«T;l/^r^-N 
H-lgijf&T;^;^ -O-iaaT^^^-NaSmr^^^) 2> =0, -NH2n -N 

H-fg^r^^K -N(ttr;K;i/) 2 ^ -s-Mt^*;k -so-Wr;v* 
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#M 2003-167865 



^-v: 2/ 



>K -SOzJgMTK'*^ -CN, -COOH, -C(=0)-NH 2 . -C(=0)-N 
H-MT^^K -C(=0)-N(MT;V^;V)2. Xli-NH-C (=O)-1£07 

Rll~Rl5 : IWF — XiiH&oT, 7.M5fEi\ ^ny>I^ 1&^T;i^;K 
^>ffimMT;v^;K -OH, -O-l&mr^^K -S-ti7;v^;K -SO- 
«r;v^;v> -S02-tt7i^;K =o, -c(=o)H> -c(=o)-tt7;v 
-CO OH, -CN, -NH 2 , -NH-fct7;K;K -N(«t;v^^) 2 , 
-c(=o)-nh 2 > -c(=o)-nh-»7;v+;k -C(=0)-N(tt7;^^) 
2 , -c(=o)-tv-;k -C(=0)-NH-7'J-iK -nh-c(=o)-»7;v 
*;K -NH-C(=0)-iS:^T i ;-;V, -NH-S0 2 -ttTi^iK -N («T 
-S02-i£l7;^;K -C (= 0)-0-&MTA'*)l'* -»7J^V>- 
0-fii|7;v^;v, -ft!7;^i'>-NH-ia7;^;i' > -MT^^r v->-N( 

^i-^»^Mi5:4~i 2^#^b<(±2^-NT-n^ -»r;v^v>- (N 
, S, & 0*0^ lSXIi2i^ArnIft l ~4 

M#;Tt&3ilJli$:4~l 2Wfi^L<li2^Afnt) , _ C (=0)- (N, 

^Tt-&SiiJt3&4~i 2(0#ffL<tt2^fni) > -mkT fr*i<>-N ( 

^T-n^^ 1 ~4^^i-^.mM^:4 ~ 1 2 OlMEgL < li2f|Arnf) 
, Xi*-C(=0)-NH- (N> S, RZFOfrbZ&mX t)M1RZtiZ> imXl*2 

m&±v^?-vmT-z i ~ 4m^mir zmmm.* ~ 1 2 t < & 2 sta^ 

[0 0 0 1] 

mm%F 20 0 4- 306106 7 
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3/ 



*f£W±, MM, y>^VR 1 (Vanillo id Receptor 1) ft 

±tuc &&) c^-r ^*^t<y v r i * t-t * - 1 k * 

mfrZMM-fZo VRli±?u-~yy-£ti [Nature 389: 816-824 (1997)]. 

, ***y/t—£C (PLC) ffittt-ynfO^ft-fe'C (PKC) flHHfcfr^L 

* -C tt * -f^jr flf *jRJoj&*M£ L T v> & tzlf X & < . ikm^M^M 
tk^JKHLTV^i t^ibtLTV>^ [Nature 405: 183-187 (2000) ] c £*Hb 

76 s . *yt-fy>«WT^l'y-7x7f^y> (RTX) 

*<^e>*qe>tL-cv>&.VR ljftnaio^^Hj-ifevn, »^T*;vtc^v^r#0 

B14JS?i&*3feStt*t : Ji& K^tt £ ^"T £ t btlX^2>[]. Pharmacol. Exp. 
Ther. 304: 56-62 (2003)] o VR 1 ^WSttV f > Klffl^Kli^v^^ mW 
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[0 0 0 2] 



(5£^ G. Q. m— X&^&oT, N, CH3U±CR 5 £> Afi 

fcfcLfcv*^ 0Xf±S#£, Rs&tfR^iM: LT\ 7fcStJi»i\ ADy>®^ 



[0 0 0 3] 

vmmKH^htin&ztTbsmmztix^&o 



Wfcsi 




#io ) 
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5/ 



Q O 
Y 

1 ] 

m^m^O 2/0 8 2 2 lfAV7V7 b 

mmftmno 3/01406 4^r/7V7 h 

[0 0 0 4] 
[0 0 0 5] 

[i&S £ £ tz *b <7)^m 
^t<(±2^^^n^) t^nit^ftt^, TIB-IS:^ (i) x~tf 

ztizit&mK mm^^y^-^ v>^wr itsmmMftm^-tzzt 
zn>mu *§&wz^j&Lfz 0 m*>*§£wit, tib-«; (i) x^ti^t^- 
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#M 2 0 0 3- 1 6 7 8 6 5 ^- V : 6/ 



[0 0 0 6] 
[ft 51 




(I) 



[ft 6] 




D3t StfESR : Rl— Kil^ot, ^>*£>m, t7^W>f, XttN, s. 

tl»ilt5~12 <o»£ L < it 2 i^^fnff^ 

=^1 — 4 «^r?-*aw JJU - 1 2 L < it 2 i^Afoi, 

^e&Wr^^K -oh, -sh, -o^&rt/Mt/k -o-Mt^^-n 
H-tt7;^;K -0-tt7iV^^-N(ft|7;H;v) 2 > =o> -nh 2 > -n 
h-M7;^;k -N(ftt7;^^) 2 , -s-®^t;v^;k -so-HSRw 

;K -SC^-lg^T^^K -CN, -C00H, -C (= 0)-NH 2 > -C(=0)-N 
H-fift7/Mf/K -C(=0)-N(fg$fcT;V*;v) 2 . XIJ:-NH-C(=0)-fiar 

R 10 :**1K^ Xttii7;v^;K 

tBiE#2 0 04-3061 0 67 

t 
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7/ 



rvfifiiri^iK -OH, -0-«t;v*;k -S-i&^r^^K -S0- 
ttT^^r^K -so 2 -ftft7;^;K =0, -C(=0)H, -C (= 0)-i&B.T 
-CO OH, -CN, -NH 2 > -NH-fif7 -N(»7JV^;V) 2 , 

-c(=o)-nh 2 . -c(=o)-NH-l&ar;v^;K -c(=o)-n(1Mt;v*;v) 

2, -C'(=0)-T';-;K -C(=0)-NH-7'J-;K -NH-C(=0)-tt7;V 
-NH-C(=0)-Si7'J-;K -NH-S0 2 -i^7J^^> -N (1&^7 

-S0 2 -M7;^;k -C (=0)-0-1&R7;i'*/K -mkT)v*vy- 
o-Mt;i^k -M7;^v>-NH-fil7i^;K -IMT^i^-isK 

^i-^HM^4-i 2<7)#m^L<{i2^m^^n^ (n 

1!^r1-&3iUI$:4~l 2 0f^L<li2i^Afnf) , -C(=0)- (N, 
S, JBL&0frt>%2>mz imX{i2Sm±co^7 : -n^^ 1 ~4j@ 

^rt-&3ftJI8c4~l 2^fgL<tt2l^AfDii) > -fit7;^W>-N( 

(n, s, sjcrotf* J: *)W$lzti& i ffixti 2 SJSLto 

AfnR^ 1 ~4fl^1"*SUI8:4-l 2<Of^l<{i:2^Arni) 
, Xfi-C(=0)-NH- (N, S, RU?Ofrt>%2>&£ *)MiRZtLZ> 
l^AfnJI?* l - 4fl-gHrr*9ltASU - 1 2 0#^L < t± 2^^ 
rn|) 

WK&t L < l±, DS^vXf77-W*5WS^^S-e$S, 
[0 0 0 7] 

Jft*fk#i~6oit»Dl»±^ttojft*«lt*i*i-*o tot PB*r/i/*>i/J 
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>K s e c-7*?-;K t e r t-:/^-;K ^y^v, -fv^>f;K 

> tert-^>f^ l-^^-;i/7*^-;K 2-^fJV7f^K 1, 2-vV^-;V7° 

1, l-V *^-)V7^)V, 1, 2-vVf;V7'f;K 2, 2-v 
l, 3-v^^;vy?-;K 2, 3-v^^;W7^yK 3, 
•^y^K l-^f-;vy?-;K 2-J-^;vy^;K 1, 1, 2-h i ;^^;V7°n 
1, 2, 2-h U ^^v/n bi^K i.if;i/-i.^f ;vyni; c ;K 1--^ 

il~50l) (Dfimt L < . -fu e>K <i y tf ;v. y^;K ^ y y 

■^/K 1, 2-v ? ^f-;v-7°nbi;v^#^$jF^ Lv^o 

ri&^r;v^rv>j tttii, ynev>, y?-^>^ 

pNoy>M^J 14 "7 tt*!*^ HHM^ 3^MWW*<b*L 

7t 1 -3 J ^@<7)^^^r>'Jg^ s ©i^$tL/i^>o^ml*i-^o #k h u 7^tn^f 

o 

[0 0 0 8] 

^ ^liif, eyy^ evsv'y, t'7v>, ev/v^ h';7v>, tfn- 
;w 77>, ft7x^, fry-;K 5 ^y-;K **"^ % ,a-;k Jv^r 
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* i ;>\ ^v* 1 ;;/, *%wvv^ 7^y>, ^>-k-;k 

;K ^>V*T-tftf>, 'OyyT-lffy, ^>v^-9-v>, t- h y t Kn^y V 

^*^E;W*i; > 1, 1-yt + yF, T-tf^>\ TV*77>, 1, 4-^ 
^•9-feV^>, T-fe*^-v>, 1, 2, 3, 6-T h^fc: KnifiJ^y, ^r/'J 
>^<3*&*D£ L < fi-^&fPOfl^, f*fcFD + y y 7^77 tKn^fv 

[0 0 0 9] 

, mm, mm, v>m»<ommn, ^m, nm, 

>m, -nu^m, %m, v>=m, msm, ?^>m. 

, *9>?>)V*>^ TXs*7*f>M, 7** S^BM*©* 
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^-v*: 10/ 



l-o ^HWb^^-Zn K5 7 ^^ffMt^It Ltli, Prog. Med. 5 
: 2 1 5 7-2 1 6 1 (198 5) fcfB«S*l-CV>;safe-*\ 1 9 9 0^ 

=RI rE^p n pOg|5IJ ^ 7 ^T-l£tf 1 6 3-1 9 8KKfa®£ tiX\t*&&&mif 

[0 0 10] 

(«at&) 

[ft 7] 




[0 0 11] 

(5£4», A, L, EM, D3jt Rl-Rl0t±KT?BO*i**^r"t* o ) 
tofrtottDMfc-frfc (HI) Ojft^fe^^ftSjJr^jjevKfcT^ 
s-tHfr&to (i) «r#j«:i-*RiS-c**o 

(DCC) „ 1 -jL^-)]y-3- [3- (N, N-yVW^/) yntf;i/| 
*W>fn% O-^Wh 'J77-;i/-l-^V-N, N, N\ N'-f 



4 
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2 0 0 3 - 1 6 7 8 6 5 \\/ 
?-)Wu=.*7A ^t7Wn*X7T-h (HBTU) , 1})V#— /l/V-f 5 

[0 0 12] 

^7^>, f-^r ^ try v> v 4 -y^f;v7 5 y try v>\ >MHfc 

t b'J^A, #y ^A- tert-7*h#v K„ f-^ A, Vf-f 7A75 K 

[0 0 13] 
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(*-I8) 




(IV) 



(5*;*K E3». Rl-R5tiHrlB©*flc*^rU XtfQtt, UMr, -I 
, -CK -OS02-CF3fc5feBtc-t-&*&£\ Qti-B (OH) 2> -B (O-fetT 

;^;u) 2**>*U u* f -B (OH) 2^ -b (0-tt7;v^;v) 2^^^ 
«6\ Qli-Br, -I. -C U -OS02-CF 3 ^fl*t^o P 1 ^ -x 

t e r t -7f >if o*;Kf ^y;voftIi^Mf^ 

o ) 

- ;k xti 7 »; - ;v b V 7 ;v * n * * t- - h t 7 U - ;v4?n ^ n 

^tfy^'J >^£-t*r, (VI) Sr«Bt^*XjgT?**o ^^SiSfi> Synth. 

Commun., 11, 513-519 (1981k Synlett 2000, No. 6, 829-831> ^.iFChem. let 
t. , 1989, 1405-1408 £ £ # £ 0 

[0 0 14] 
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[it 9} 




(5£4\ EW. Ri~R 5 . pl|±friBO*i*Sr^rL. Xli-Br, -I, -C 1 £ 

nm-t&o ) 

, uracil) 4^*^$*, »*fcLTegatfbifc#, ^dwa, ^>-*f> 
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lltl 0] 




tti=r% (vii) tA-nzsu&zitfc&ft (viii) £M3I1-&:d@ 

&m (»4L<i4, ftai^v^A^ ^m^bu^A. 

-**-/we/nfc»; » fcflnx.* mmtLx, N, n-^ W^AT? K, T-fe 

mwumte, ik&m (vii) nwurBMbRi&srifv^ <k^t/ (ix) zmm-t 

[0 0 15] 

tsigtt -fb^-t? (IX) frhik&m (X) Sr«JSi-*XS*C**o 
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^-> f : 15/ 



ik&W (VIII) fc^art&I^rcfc&o Zomjfoii^ ^jtMt LT H; T-fe 

<te. t- h 77-b h^v^* >) ^^H^ii^o iiaty^nn 
1, 2-v*nn.x*>\ ^on^u, E^ffcJt^ f >7HKn7 

(itii) 
[iti i] 




(VIII) 



ag-tami*, (viii) <o«K»pis:ife*u (ii) zum-tz 

W?W&*zX&^*MKLX9ffit&Z£KXi), (II) 

tfx&2> 0 z.tibcoKfc\zi±^ iltux^/-;K ^^/-;^t^7;v3 

->>W£*#S, 7K> f h7t K077>, N, N-^fH^A7^ K&£*^>£ 
[0 0 16] 

tBIE#2 6 0 4-3 0 6*1 0 6 7 . 
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16/ 



[0 0 17] 

1 . V R 1 

(1) ^fVRl^fllSMi 

t hJKS*OiBRNA*»M^, VR 1 &fc^-K#^lft&:7 p 7 <* fe y h £fflv> 
TRT-PCRKTitlpg L> cDNA<M#£ 0 & t, tl cDNA 3rpcDNA3 . 1^? * - 
, ma93MMi?zl±CM-Kimmt~&XLtz 0 VR1/HEK293,«£10% FBS. 100 
/ml XH/^W^y^, 100 U/ml ^— 'J <fc CF400 ^g/ml G418£#tfDM 
EM^Hfe, K^Fnyiva, ^U) =Srfflv^-C, VR1/CH0,M £ 10% FBS, 100 /< 
g/ml ^M/7°h7^y^, 100 U/ml v V 0*400 //g/ml G418^^trH 

umF12i#Jfc (^ehn^x^ #@) ^ffiv^T^tt-TtLM^U £##3c5£ 

(2) iin D «^^H 

±fBVRl/HEK293*IBJ!&£ a s H?^ft^ Lfcl&l&ifeSrlfc* U 7jci£PBS£ 
*Px.T»§IRo^o 1000 rpm % 4*CT?10#P^fr U #?> tLTtifeS^sh^^f-^ 
Xffl^®^ (25 mM Tris-HCK 220 mM ^a||, pH 7.4) fciUx-T**^^ X 
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^-v: 17/ 



Ltz'ik, 2,200 rpnu 4*C"C10«-BIjt^Lfco f§£ frtz _t?f£30, 000 x g, 4*Ct?2 
0#W&'frU #£>*1*:}£SK25 mM Tris-HCk pH 7.4£in^ 30,000 x g, 4*C 
•C20fl-W»^i-*l*ft*2|II«|»)igtyi:o *»&*Lfcit8E*25 mM Tris-HCU pH 7. 

[0 0 18] 

(3) Mti&frtttft 

±IB [Neurosci. 57: 747-757 (1993)]<W&£&^ UtHftLfco T?-b-f 
ffl3t®$ (25 mM Tris-HCK 0.025% BSA> pH 7.4) 147 U K§Mfc#&3 ju U 
[ 3 H] RTX 50 ft I (^50,000 dpm; A-^Vx^-^'f 7t^x^^|i, ^@ 
) ^ lft&lgE3ltiSU00 M I (g64$>25 jug)£7l^U 37r^6053*ESH 
1> Lfz^ ik±TzlQfr&M h Lfz 0 jK^Ltz a i acid protein (AGP; 

v^vtfc) £200 ^g/50 ^ Unx.> $&K5#HK ^ + h L£ 0 -f 

^-ya^^Tli, R/S^&GF/B"?-^ (/n'-^t > x;v?^ ^ -7-9-^ 

>*tt, #S) fcJB^T.^^^* fro fc 0 7fci$L*:25 mM M;* 

(pH 7. 4) X»7®ffi& L fcf&. 7 -f ;V * - <^^WfS14 * v > ^ 1/ 
~>g (2500TR; /ty*--Ktfc, #S) KTM^Lfco #H£r£*f2 

^S^Hl /^M RTXlcioTSm^ttTt^i: L/io f«4b^OfHiffi«: 
x #^^^^.Hri-^|a#^=S:^i6-Cffo7to I C 50 ^ it* S/x-r-f ? * (Lo 

gistic) mMfeiz£y)&mL?z 0 





IC 50 (nM) 




350 



[0 0 19] 

2 . v r 1 tefesmmm. zm^tztsc awn 
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^-v*: is/ 



VR1/CH0« ft * jl fc 0 30, 000«BJ|&<7>«flfe96^:e'fei$*y V - h * tc» . 
Stfeo ±IB**+-C24l^n««», *«*Ty-te>fffi*Wra (PBS, 0.1 mM Ca 
Cl 2 , 1 mM MgCl 2 , 10 mM HEPES, 10 mM ^>n-^, 0.025% BSA, pH 7.4) 25 
ft 1K1I&U 37t;-C10#|»M h Lfco ^4kBq<7)45 C a, ft&aftj£a*3 

00 nMtc & £ J: -9 VtziJ 4 i/> ( v ^ v*fc, ^g) £> J: CTfb^li <z> 
?I#$25 ^lft^^W^iDU 37*0^10^181^ V^roL^-h LTto ?S£-?i£ftSfc 
*#-/B*I«r?£ (PBS, 0.1 mM CaCl 2 , 1 mM.MgCl 2 ) -C3E3fci#-U 0. IN NaOH 17 jul 
t3 £ TflOO fiKOmfcisy-f-U-?- (v^f^nyyf-PS; /n"-^ >jn.;v^-^ 

a) t?aj^L^ 0 #M^fl5tO^{i^45c aJfc«9&<3*7>d*>10 ^M fcT^-t? 
300 nM f)-f*)r4 z/~y\z£. Q &K&^mWttKR\Ttm!W*$L*>Xffv 

3 . *^t-fy>fX h 
±IB[Neuropharmacol. 31: 1279-1285 (1992)] tC^V^Jg tfc 0 (ddY 

m^Bt m ft ttm l o ittgtf \±u-fiM -> >t£-^o3o^m k joists 

JKBSWI&l&^raftlOOXfc LfcRIOPPfflspft^fcTfro /Co 
[0 0 2 0] 

ti2tM±i-tM^t LT**i--&is*ftjfi^tt, m%;m^htix\t*zwfflm 
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^-v: 19/ 



* ^^^mr;v5 >f7n->fA fcis-g-sti&e 

i a ftiiiii, Txmim, x 

[0 0 2 1] 

mm> mmmmm, mmu mmmn x 7 %n$b%L wfern, msm, 

i©±^*«USW«±, Mfc^SKflftK lft«J> il^k SUfcSK $MS*!U 3r5e 
[0 0 2 2] 

» 
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^-v: 20/ 



■x-f- 1/ >mt t t vfttfS, # 'Jt^rvxfv > v ;v fcf * ^MM^* t" /HE 

?-)],*l)Vu-* (HPMC) . jKU lf-/nfni; K> (PVP) ^ jJ?iJjc*-1/> 
(PEG) ^<Z>7M£tefi3H\ vp< ^i^-tr^n--;*; ( 

CMEC) , kKn^y7 p ne;v^f;u-t;l/D-X7^V-b (HPMCP) , 

^<b> 57-159 (1983) RV? n^^7 7No. 

1, Mj^tfjflJffiltfcJ > 7X#®l]f>, V7ht^x>^i, 7 8-8 2 (1 9 8 
8) ) o 

J ?mm*^!&Lxm±$kfcZti2>*K IfiAlBif^lPT'O. 1-5 0 
Omg, ^iPtO. 0 1-10 Omgt'*.^ 1 m$>& Wt&MKfrlf 

[0 0 2 3] 
[3*601] 

##0!ll 

^tfV^A 55.9gfc7i-^^fn^Bfe 38.6g£7jt 150mHC}K?»$^ Zti 
K4MM<DYA'^>kzmmZ&ti4-7v*-3-**fr&M&&^<?-Jl> 51.4g£#n 
x.fc^, 7F7^h'j7i-m7-f^7^7A 4.0g«rtnx.2^r^» 

ffilE# 2004-3 061067 



#H 2003-167865 



^-v* : 21/ 



-4-#;W1^>7- h 50.4g£#£ o 
##$J2 

4-7xx;v-3-^f;v$ ( |fSif^ 10g£lzg:tklkptSf 130mHC?#j||$^ 
9 Orient. N-7n^^^ $ K l.Ogfc 2, 2 *-T 7lfX >f V 7*-n 

2- (7*n*xf^) tT7x-^-4-*^#*'>9-> 13.6g=Sr#/c 0 
[0 0 2 4] 
###03 

2- (7ntif;i/) !f7x-;V-4-*my7-F 13.6g£N, N 
A7U' 50mK ^'Jy> 6.2ml kRM* V V A 9.2gOjR»jfc£;bn;i, MiRfc 

U $£v>3t-feftM£oa^;v 2- (tf^V v^-l—Ol^^V) tf7 i^-;l/-4-^7 

v 9 - b 12. 6g& tofco 
##M4~16 

##m 3 fc mm^mm^m 4 ~ 1 6 ?Mt^%£#fco 

##M 1 7 

^•f-;^ 2- (fcf^l? v?^_i_>f ^7i-;v-4-*;wf+v7-F 1 

lg&^* / -/U 150bUw»»$* % 2ttfrT\ 1 MOTftSMfc'*- h y * 51m 

i*jpx.^ Mfatcn o^wia^Lfco mt^ %.i&miziM<Dm.m&mm simi 
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##M 18-30 

1 7 1 mmzfemm^m 1 8 - 3 0 ^t^^mzo 

3 1-35 

3 ^ mmzmzm^m 31-35 o<b^^#^ 0 

##M 3 6-40 

##m 1 7 £ mmizmzm^m 3 6 - 4 0 <Dit^m^%tz 0 

##$)4 1 

2- (^n€xf;v) H"-7^^;i/-4-*;v^^rv^- > 9.3g£T-*rh 

[0 0 2 5] 

##$14 2 

- 7 8THc}$-ipL£: (^f^rv^f;v) h >; 7jc—/Hfc;* A ?n'j K 
17.1g^:fh7tKn77> 150ml <7>M^^^ 1 . 5 9M<7)n-Wjf 7AA 
^t>MWl> 3 O^^LfCo $^^M^^-4 oric#z&Ll 0t> 

^rv^-h 4.2g£r h7t Kn77> 20mHC^$-ti-7t h * b 

'J7x-m^^7A ^n'j K 17.1g£2 0^47-T^TL7to 

5 Or^fb 1 2B#|fiWtTl 0°C$T^?at, ^lCT4 0#F^#t7t:o £Ofc?§ 

y<7-7<- (^y-zs -.mfc^fr) i:if)itu ifeo^f i.66 g £# 

tz 0 Z.<Dm'g.*l, 2-y'70nxr^ 50mni^$^ ^S^T^25ml£ 
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2- (2-**VJ^;V) e7x^V-4-*mv7-f 1.06g£?#7t o 
###J 4 3 

2- e7x-;V-4-*mv7-l> 1.06g£l 

, 2-y^nnir/ 20mllC?#ft?£^ ^S.ICT fcf^'j v > 3.95ml£f£m 589 
// K th'^AhV 7^rf^v**n;W K9>f K 1.09g£;tjnx. 3 H#ITO#L*: 

.3g£#£ 0 
4 4 

1 7 t mm^mm^m 4 4 oib-a-t/ &#*r 0 

[0 0 2 6] 

h U *7 2*<r>m&yn 500mg£ 1 , 20mHc^$-^, £*U~ l , 

2mHcMfi?£-£-*:3-^ b^y7-'Jy 174mg^Jn£, yJtf^T 

A^f7;vtn^X77-f 694mg> N-^ ^;v^e;v* y > 2ii^l^Jnx.> MS. 
\zx 3 0^K«#Lfco RM^7X^inx.^nn^;VA^-C^«^ttffit, 

'J*^*7A^n7F^77^- (;nnm : j—rv : 7 >-=e— 77K 
) fcJOIMftU N- (3->^y7x-;V) -2- (}£s<V )V 

fi^5fc?>N- (3-^h^rv7x^;i/) -2- (tf^ U v 1 -4 )V * ?-)\<) \£7 

i -;v_4_7j;i/^^f-9-$ K iMBM. 103mg£#£ o 

^ife^J2 
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J 7x;-;V .227mg<h 3- (fcf^V V>- 1 ^) }£y^-)V- 

4-#;W-J?>gK2.08mmol) tik^i- h V ^ AO?I^%£N, N-v^ 7 
5 K 7mH::«£-£, £*UC l-a.^-;i/-3- (3'-y>f;V7 5;/nt:» * 
/M?5>-f ^ K 599mg«:SS^Tj)nx 1 0RfTO3$L£ o JKl&ffefEm^;!' £ 1 

nhtitzmm^? ; -)\st7k*mx.mgk / \k*&ztj:\,K a«*<oN- (3-t 

•9-5 K 436mg^#/Co 
3-5 

mmm 6-9 

mmm 1 1 mmzmmnmw 6-9 <o\t^m^mzo 

[0 0 2 7] 

n wj 1 0 

f'J^A^i 500mg£N, N-y^f;WtiVA7^ K 1 ri^TK^T^^^-^ 

V K20ml Sriinx. tz a Z<DKfcjM.&%d ?k<$T 3, 4, 5-h ^no7^'J >277 
mg&tFMja-^r^ >0.59ml£#D;L, !St3m 40°CT-^^L7to K 

: *?;-)V ; tv^-TtK) KJ: ^ffigiU N- (3,4, 
7x-^) -2- (fc:^'; v>-i-^ tT7i~;i'-4-*;V^^r-9-^ K& 

#fc 0 dO^^^nn^AtiiU 4M:!&l?v ? **-9->'*M lml^n;^ 

mm^^^Lfzo nbfrfzmvtydZ^-TfrXtym&ttzit, fifet*oN- ( 

3,4,5-h'^nn7i-^) -2- (fcf^y 1 --f )V * f-)V) \£~7 ^=-)V- 
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4-^^^-9-5 K ^smm. 450mg£#£ o 

mmm i 1 

nmw i o t mm^mm$mm 1 1 <Dit&m*fttz 0 
mmm 12-34 
mnm 1 1 mm^mmmm 12-34 ^£-^£#£0 

[0 0 2 8] 

k^-To 2M1 3<7)>fb^t?(*, «jiBHji«^«i6ifeuffi«o*ifefc 

R f : E x : H»!l#-S§\ Structure : «ji5^ salt I il. free : 

&«tfls DATA! ^ttr ? -^> NMR : ffi&&&mX'*9 (TMSftUmm I 
lH NMR: 400MHz, DMS0-d6> > FAB-MS : SC*53-#Hi ((M+H)+, M+:^f<f^ 
(M-H)- M-:*#7M 7^ Me Et : iP 

r : v/ntf;i/g 
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im3] 



Rf 


Structure 


DATA 
FAB-MS 


Rf 


Structure 


DATA 
FAB-MS 


15 


Ok 

MeO^^N — 


O 


342 
(M+Hf 


22 


Oy 

o 


O 


298 
(M+H)* 


16 


Ok 

MeO s , N 


^sA^OEt 
O 


372 
(M+Hf 


23 


Ok 


O 


311 
(M+H)* 


1 7 




A.OH 

o 


296 
(M+H)* 


24 


0 

QO 


AA^oh 
o 


374 
(M+H)* 


18 


(X 

<_>-^ 


o 


olO 
(M+H)* 


25 


Ou 

o 


o 


294 
(M+H)* 


19 




O 


282 
(M+H)* 


26 


Ok 


sA^OH 

o 


344 

(M+H)* 


20 




O 


339 
(M+H)* 


27 


Ok^ 

Et' 


O 


Zo4 
(M*H)* 


21 


cp: 


o 


310 
(IVHH)* 


28 


O^ 


O 


346 
(M*Hf 
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Rf 


Structure 


DATA 
FAB-MS 


Rf 


Structure 


DATA 
FAB-MS 


29 


MeO s N-^^ 


O 


314 
(M+H)* 


36 


wie ii 

w o 


310 

(M+H)* 


30 


MeO x N-^^ 


O 


344 
(M+H)* 


37 


Me-O^O^OH 
O 


310 
(M+H)* 


31 


(Pi 


V OEt 
O 


338 
(M+H)* 


38 


^Me ° 


324 
(M+H)* 


on 




X^OEt 
O 


338 
(M+H)* 


o9 


Me 


324 
(M+H)* 


33 


Me 


v OEt 
O 


352 
(M+H)* 


40 


iPr ° 


352 
(M+H)* 


OA 


Me 


V OEt 
o 


352 
(M+H) + 


41 


^^O^OEt 

o o 


254 
M" 


35 


<>pc 

iPr 


^OEt 
O 


380 
(M+H)* 


42 


o o 


269 
(M+H)* 
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Rf 


Structure 


DATA 
FAB-MS 


Rf 


Structure 


DATA 
FAB-MS 


43 




338 


44 




310 
(M+H)* 
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Ex 


Structure(salt) 


DATA. 


1 


(HCl) 


NMR:5 1.20-1.35 (1H,m), 1.53-1.63 (3H,m), 1.7 
5-1.91 (2H,m), 2.54-2.65 (2H,m), 3.16-3.25 (2 
H,m), 3.76 (3H,s), 4.37 (2H,d,J=5.1Hz), 6.70 (1 
H,dd,J=8.3, 2.0Hz), 7.26 (1 H,t. J=8.2Hz). 7.37- 
7.43 (2H.m), 7.45-7.58 (5H,m), 7.63-7.67 (1H, 
m). 8.02 MHd J=7 8Hz} 8 70-8 75 M H ml 10 
22 (1H,brs), 10.58 (1H,s). 
FA&MS:401(M+Hf. 


2 


T^r"'lf s Y OH 
q,>J o KJ 

(HCl) 


NMR:8 1.35-1.49(1Hm), 1.64-1.72(1Hm), 1.75-1.85 
(4Hm), 2.933.06 (2Km), 3.363.42 (2H,m), 4.47 
(2Kd,J=52Hz), 6.536.59 (1Hm), 7.11-7.17(2H,m), 7.34 
(1H,s), 7.43-7.48 (1Hm), 7.51-7.57 (2H,m). 7.838.89 
(3H,m), 7.91-7.95 (1Hm), 825(1Hs). 9.52 (1H,s), 10.04 
(IKbcsX 10.56 (1H,s). 
FABMS:387(M+HJ * 


3 


o XXH 

Me^ J O Kj 

1 

Me 

(HCl) 


NMR:5 Z79 (3H,s), 280 (3Ks), 4.43 (2Hd,J=5.4Hz), 
6546.60(1H,m). 7.11-721 (2H,m),733(1Ks), 7.43-7.48 
(1Km), 7.51-756 (2H,m), 7.84-7.93 (4H,m), 820 
(1Hd.J=1-5Hz), 9.56 (1H,s), 1018 (1Hbre). 10.60 (1 H, s). 
FA&MS347(M+H) + . 


4 


^ o U 

(HCl) 


NMR:S 1.19-1.34 (1H,m), 1.52-1.63 (3H,m), 1.7 
3-1.88 (2H,m). 2.53-2.64 (2H.m), 3.18-3.24 (2 

H, m), 4.37 (2H,d,J=5.4Hz), 6.50-6.55 (1H,m), 
7.13 (1H,t,J=8.1Hz), 7.29-7.33 (1H,m), 7.37-7.4 
2 (2H,m), 7.44-7.56 (5H,m), 8.02 (1H,dd,J=8.1, 

I. 7Hz), 8.67 (1H,d,J=1.7Hz), 9.45 (1H,s), 10.1 
9(1H,brs), 10.44 (1H,s). 
FABMS:387(M+H)*. 


5 


>-^Sr N vv OH 

Me' O 
(HCl) 


NMR:8 255 (6Ks), 4.38 (2H,s), 6.498.56 (1H,m). 7.13 
(1KtJ=83Hz), 728 (1H,d,J=8.3Hz), 7.39 (2H,d^=7.8Hz). 
7.43-7.57 (5Hm).a03(1Hd.J=a3H4 854 (1Hs), 9.54 
(1Ks), 1032(1Hs), 10.36(1H.bre). 
FA&MS:347(MH-0 + . 


6 


(HCl) 


NMR:8 126-1.42 (1KmX 1.61-1 .79 (5H,m), 272-285 
(2H/n),3.043.13(2HM 322^3.36 (4H,m), 7.39-7.45 
(3Km), 7.45-7.50 (1H m), 7.45-7.56 (2H,m), 7.906.01 
(2Hm), ai06.16(2Km), a70(1H,d,J=1.9Hz). 9.40 
(1Hs). 9.97 OKbis), 10.69 (1Hs) 
FABMS:442(MfH) + . 
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Ex 


Structure(salt) 


DATA ; 


7 


(HCl) 


NMR:8 120-1 .33 (1HM 152-1.65 (3H,m), 1.74-1.93 
(2HmX 254-268 <2Hm), 3.18-3.28 <2H,m), 4.41 
(2H,d,J=5.4Hz). 7.42 (2H,d,J=6.8Hz), 7.46-7.58 (4H,m), 
o.UfrO. ju {ZrijTih o. io (inA^^o-oriZ/i o./y v^s), y.42 
<1H,s), 1020(1H,lxs), 10.88 (1H,bis). 
FABWB:428(NHH)* 


8 


O Kjf^Q 

(HCl) 


NMR8 120-1.34(1Hjn), 152-1 .66 (3H.m), 1.81-1.97 
(2Hm), 255-268 <2Hm), 281 (3Hm), 3.17-^30 (2Km), 
4.39(2H,d,J=4.8Hz), 7.41 (2H,d,J=7.4Hz), 7.46-7.58 
(4H,m), a01 (2Ks), 604 (1H,d^75Hz), 8.63(1H,s,), 
885(1Ks), 10.39(11-0x5), 10.87 (1H,sX 
FA&MS:442(M+H) t . 


9 


CL-^ h Me 
(HCl) 


NMR:5 1.20-1.35 (1H,m), 1.52-1.62 (3H,m), 1.7 
8-1.92 (2H,m), 2.53-2.64 (2H,m), 2.90 (6H,s), 
3.17-3.26 (2H,m), 4.37 (2H,d.J=5.4Hz), 6.50 (1 
H.dd,J=8.3, 1.9Hz), 7.15 (1 H,t,J=8.3Hz), 7.33- 
7.43 (4H,m), 7.45-7.56 (4H,m), 8.01 (1H,dd.J= 
8.3. 2.0Hz), 8.74-8.76 (1H.m), 10.34 (1H,brs), 1 
0.40 (1H,s). 
FAB-MS:414(M+Hf. 


10 


CI 

(HCl) 


NMR:8 1.20-1.38 (1H,m), 1.52-1.68 (3H,m), 1.7 
8-1.96 (2H,m), 2.55-2.70 (2H,m). 3.18-3.28 (2 
H,m), 4.38 (2H,d,J=4.4Hz), 7.39 (2H,d,J=7.4H 
z), 7.45-7.60 (5H,m), 8.02 (1 H,d,J=7.8Hz), 8.33 
(2H,s), 8.78 (1 H,s), 1 0.07 (1 H.s). 
FABMS:473(M+H)*. 


11 


(HCl) 


NMR:5 1.20-1.33 (1H,m). 1.53-1.63 (3H,m), 1.7 
5-1.90 (2H,m), 2.35 (3H,s). 2.52-2.66 (2H,m), 
3.15-3.25 (2H,m), 4.37 (2H,d.J=6.6Hz), 7.37-7. 
42 (2H,m), 7.46-7.58 (5H,m). 7.76 (1H,dd,J=8. 
8, 2.5Hz), 7.97 (1H,d,J=2.5Hz), 8.01 (1H,dd,J= 
8.3, 1.9Hz), 8.72 (1H,d.J=1.9Hz), 10.17 (1H.3), 
10.69 (1H,s). 
FABMS:463(WHH)*. 


12 


o iui 0 j 

(HCl) 


NMR5 120-1.35 (1Hm), 1.53-1.63 (3H,m), 1.70-.185 
(2Hm), 253265 (2H,m), 3.16824 (2HM 4.37 
(2H,d,J=5.3Hz), 455 (2H,s). 6.94 (1H,d,J=a8Hz), 7.35 
(1Hdd,J=a6, 23Hz), 7.38-7.42 <2H,m). 7.46-757 (4Hm). 
7.68 (1H,d^24Hz), 8.02 (1H,dd,J=8.1, 1.7Hz), 864 
(1Hd,J=1.7Hz), 10.04(1HJbis), 1052(1Hs), 1081 (1Hs). 
FABMS:442<M*H) + . 


13 


(C0 2 H) 2 


NMRS 1.33-1 .45 (2Hbf), 1.46-1.57 (4H,m), 1.84-1.93 
(2Hm), 243-269 (JHjm), 284 (3Hs), 3.19 
(2H,U=5.6Hz), 3.94 (2H,brs), 655 (1H,d.J=83Hz), 7.01- 
7.08(2Hm), 7.39-7.54 (6H,m), 802(1H,d^=7.3Hz), 821 \ 
(1Hs), 10.05 (1Hs). | 
FAB-MS:440(M+H) + . 
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Ex 


Structure(salt) 


DATA 


14 


(2HC1) 


NMR:8 120-136(1Km). 1.52-1.66 (3Km). 181-1.97 
(2Km), 258-270 (2H,m), 3.188.31 (2H,m), 4.42 
(2K4 J=5.3Hz), 7.39-7.46 (2Km), 7.47-7.59 (4H,m), 7.73 
(1H,W=7.8Hz), 7.82 (1H,tJ=7.8Hz), 8.07-8.17 (3H,m), 

OKs). 

FABMS:422(M+H) + . 


15 


jHlTl H ff 

^ o KJ 

(2HC1) 


NMRS 120-1.35 (1Km). 1.52-1.65(3Km), 1.76-1.92 
(2Hm), 256-268 (2Hm), 3.18828 (2Hjn), 4.41 
(2H,d,J=4.9Hz), 7.41-7.46 C2H,m). 7.48-7.60 (4H.m), 7.85- 
7.93 (1Hm), 800 (1H.cU=7.3Hz), 8.02-822 (3H,m), 8.93 
(1Ks). 9.109.18 (1Hm), 921 (1Kd,J=3.9Hz), 10.34 
(1KbrsX11.12(1H,s). 
FABMS422(M+H) + . 


16 


Me & 

(HCl) 


NMR8 1.03-155 (6Km), 221-274(1 Km), 2963.04 
(1Hm), 3183.50 (1Hm), 3964.05 (1H,m), 4.104.40 
(2H, br), 4.91-4.99 (1 Km), 7.39-759 (6Km), 808 
(2Kd,J=8.3Hz), 8.15(1Kd,J=88Hz), 879 (2Kbrs), 9.41 

FAB-MS:442(M+H)*. 


17 


(HCl) 


NMR:8 1.95-209 (1H.m) ,232-2.52(1 H.m), 2.8 
6-2.99 (1H,m), 3.24-3.38 (2H,m), 3.56-3.68 (1 
H,m), 4.49 (2H,d,J=5.4Hz). 5.45-5.55 (1H.m), 

5.70-5.80 (1H,m), 7.39-7.58 (6H,m), 8.02 (1H, 

ri I— ft a o nu7\ q a n /a ui 1—7 q -i clj-»\ q a 
u, j— o.o, ^.urizj, o.iu \ in,aa,j— / .o, i.onzj, 0. 1 

6 (1H,d,J=8.3Hz), 8.70-8.80 (2H.m), 9.41 (1H. 

s), 10.55 (1H,brs), 10.81 (1H.s). 

FABMS:426(M+Hf. 


18 


(HCl) 


NMR:8 275-285 (1Km), 307-326 (2Km), 347-8.59 
(1KmX 3984.06 (1Km), 427-4.36 (1Km), 4.52-454 
(2KbsX 7.03 (1KdJ=7.3Hz). 7.13(1H,d>=7.4Hz:), 7.15- 

(1Kd,J=88HzX 8.14 (2H4J=8.8Hz), 873 (2H.&), 9.40 
(1Ks), 10.77 (2Kbrs) 

FABMS:476(M+H) + . j 


19 


(HCl) 


NMR:S 1.72-1.91 (4H,m) ,2.70-2.82(2H,m), 3.3 
3-3.42 (2H,m), 4.48 (2H,d,J=5.9H2), 7.39-7.58 
(6H,m), 8.03-8.11 (2H,m), 8.15 (1H,d,J=8.8Hz), 

R 74-8 fO 0\Am\ Q AO MUc) 1fl7R-inflQ 

H,m). 

FABMS:414(M+H) + . 


20 


(HCl) 


NMRS 135-159 (6Hm), 1.60-1 .73 <2Km), 279-290 
(2Km), 320332 (2Km), 4.42 (2H,d,J=5.4Hz), 7.38-7.44 
(2Km), 7.47-7.58 (4Km), 8038,11 C2Km),816 
(1Kd ( J=88Hz),8.79(2H,sX 9.41 (1H,s), 10.36(1K b), 
1053 (1Ks). 
FA&MS:442(M+H) + . 
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Structurefealt) 


DATA. 


21 


(HCl) 


NMR:8 2.73-2.90 (2H.m) ,3.25(2H,d,J=12.3Hz), 
3.72-3.94 (4H,m), 4.00-4.60 (2H,m). 7.36-7.58 
(6H,m), 8.01-8.11 (2H,m), 8.15 (1 H,d,J=8.8Hz), 
8.72-8.82 (2H,m), 9.41 (1H,s), 10.74-10.89 (2 
H,m). v 
FA&MS:430(M*H) + . 


22 


(HCl) 


NMR:S 1.69-1.84 (4H,m) ,2.08-2.20(1 H.m), 2.4 
8-2.72 (1H,m), 2.76-2.98 (1H,m). 3.06-3.30 (1 
H.m), 3.42-3.71 (1H,m), 3.30-4.60 (3H,m), 7.3 
8-7.58 (6H,m), 8.00-8.30 (4H,m), 8.69 (1H,d,J= 
9.8Hz), 8.77 (1H,d,J=1.4Hz), 9.42 (1H,s), 10.6 
6-10.95 (2H.m). 
FAB*/tS:471(M+Hf. 




(HCl) 


NMR:S 2.75 (3H,m) ,3.00-4.40 (10H,m), 7.40-7. 
58 (6H,m), 7.95-8.08 (2H,m), 8.15 (1H.d,J=8.8 
Hz), 8.49 (1H,brs), 8.73 (1H.S), 9.41 (1H,s), 10. 
68 (1H,s). 
FAB-MS:443(M+Hf. 


24 


(HCl) 


NMR:8 3.33-3.50 (2H,m), 3.54-3.80 (2H,m), 4.2 
5-4.40 (2H,m), 4.49 (2H,d,J=5.4Hz), 4.52 (2H, 
s), 6.82-6.92 (1H.m). 7.06-7.18 (1H,m), 7.38-7. 
57 (6H,m), 7.77-7.90 (1H,m), 8.03-8.12 (3H,m), 
8.16 (1H,d,J=8.8Hz), 8.78-8.88 (2H,m), 9.42 (1 
H,s), 10.86 (1H,s). 11.10 (1H,brs). 
FA&MS:506(M+Hf. 


25 


o W (H 

CI) 


NMR.S 0.99 (6H,t,J=7.3Hz) ,2.76-2.89 (2H,m), 
2.97-3.10 (2H.m), 4.43 (2H,d.J=5.3Hz), 7.42-7. 
59 (6H,m), 8.04-8.11 (2H,m), 8.15 (1H,d,J=8.8 
Hz), 8.74-8.81 (2H,m), 9.41 (1H,s), 10.30 (1H,b 
rs), 10.89 (1H,s). 
FABA/IS:416<M+H) + . 


26 


(HCl) 


NMR:8 1.00(3H,t,J=7.3Hz). 2.78-3.28 (7H,m), 
3.57-3.63 (2H,m). 4.44-4.60 (2H,m), 7.39-7.59 
(6H,m), 8.04-8.11 (2H.m), 8.15 (1H,d,J=8.8Hz), 
8.76-8.81 (2H,m), 9.42 (1H s) 10 44 MH brs^ 
10.87 (1H,s). 
FABMS:446<M+H)*. 


27 


(HCl) 


NMR:S 1.01 (3H,t,J=7.3Hz) ,2.60-2.78(1 H.m), 
2.79-2.92 (1H,m), 4.20-4.60(4H,m), 7.35-7.62 
(11H,m), 8.04-8.11 (2H,m), 8.17 (1H.d,J=8.8H 
z), 8.73 (1H,d,J=1.4Hz), 8.80 (1H,d,J=1.9Hz), 
9.42 (1H,s), 10.66 (1H,brs), 10.90 (1H,s). 
FABMS:478(WHH>*. 
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Mep ^CLv 

MeO ° 
(HCl) 


NMR:8 3.11-3.22 (10H,m) ,3.50-3.63(4H,m), 4. 
60 (2H,d,J=4.9Hz), 7.38-7.60 (6H,m), 8.04 (1H, 
dd,J=8.8, 1.9Hz), 8.11 (1H,dd,J=7.8, 2.0Hz), 8. 
16 (1H,d,J=8.8Hz), 8.70-8.80 (2H,m), 9.42 (1H, 

FA&MS:476(M+H) + . 


29 


(HCl) 


NMR:8 0.67-0.80 (3H,m), 0.91-1.03 (1H,m), 1.4 
0-1.78 (3H,m), 1.80-1.95 (1H,m). 2.18-2.30 (1 
H.m), 2.53-3.30 (2H,m), 4.33-4.60 (2H,m), 7.4 
0-7.44 (2H,m), 7.46-7.59 (5H,m), 7.97 (IH.dd.J 
-8.8. 1.9Hz), 8.13-8.19 (2H,m), 8.57 (1H,s), 8.7 
3 (1H,d,J=2.0Hz), 9.43 (2H,s), 10.63-10.67 (1 
H.m). 

FA&MS:442(M+H) + . 


30 


W 0 IA S > 

(HCl) 


NMR:8 0.70-0.86 (3H,m), 1.30-1.72 (5H,m), 2.5 
7-2.70 (1.5H,m), 2.88-3.04 (0.5H,m), 3.20-3.29 
(2H,m), 4.37-4.59 (2H.m), 7.39-7.60 (6H,m), 7. 
93 (1H,d.J=8.3Hz), 8.14-8.19 (2H,m), 8.50 (1H, 
s). 8.71 (1H,s). 9.21 (0.8H,brs), 9.42 (1H,m), 9. 
52 (0.2H,brs), 10.63-10.67 (1H,m). 
FABNIS:442(WHHf. 


31 




NMR:8 1.04-1.23 (7H,m), 1.33-1.80 (5H,m). 3.2 
3-3.41 (1H,m). 3.41-3.56 (1H,m), 4.41 (1.1H,s), 
4.64 (0.9H.S), 7.43-7.64 (6H,m), 7.90-7.97 (1 
H.m). 8.10-8.19 (2H,m), 8.71 (1H,s), 8.47 (0.4 
H.brs), 8.71 (1H,s), 9.32 (0.6H,brs), 9.42 (1H, 
s), 10.68-10.77 (1H,m). 
FABMS:456(M*H) + . 


32 


(HCl) 


NMR:8 0.63-0.80 (7H,m), 1.07-1.19 (0.2H,br), 
1.41-1.48 (0.2H,m), 1.58-1.67 (0.8H,m), 1.76-1. 
91 (1.8H,br), 2.09-2.21 (2H,m), 2.87-2.94 (0.2 
H,m), 3.02-3.16 (1.8H,m), 4.42 (1.8H,d,J=5.4H 
z), 4.56-4.61 (0.2H,m), 7.40-7.45 (2H,m), 7.47- 
7.60 (4H,m), 7.91 (1H,dd,J=8.8, 2.0Hz), 8.14-8. 
21 (2H,m), 8.44-8.50 (1H,m), 8.70 (1H.d,J=2.0 
Hz) 8 32-8 46 M 8H m\ Q fin (Ci OH hrc\ in ttA 
(1H,s). 

FABMS:456(MtH) + . 
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iPr 0 'v^s 
(HCl) 


NMR:8 0.92-1.24 (10H,m), 1.26-1.56 (3H,m), 1. 
62-1.74 (3H,brs), 1.81-1.91 (1H,m), 3.13-3.23 
(1H.m), 3.58-3.68 (1H,m), 4.41-4.57 (2H,m), 7. 
45-7.50 (2H,m), 7.50-7.62 (4H,m), 7.95 (1H,d,J 
=8.8Hz), 8.13-8.18 (2H,m), 8.36 (1H,s), 8.44 (1 
H,brs), 8.72 (1H.d,J=1.9Hz), 9.42 (1H,s), 10.74 
(1H,s). 

FAB*/IS:484(M«H) + . 
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o^ M xx-o 

(HCl) 


NMR:S 1.24-1.32 (1H,m). 1.54-1.62 (3H,m), 1.7 
4-1.88 (2H,m), 2.48-2.52 (2H,m), 3.18-3.24 (2 
H,m), 4.37 (2H,d,J=5.4Hz), 7.28 (1H,d,J=8.8H 
z), 7.38-7.43 (2H,m), 7.46-7.57 (4H,m), 7.58-7. 
62 (1H,m). 7.87 (1H.s), 8.02 (1H,dd,H=7.8, 1.4 
Hz), 8.69-8.72 (1H,m), 10.11 (1H,brs), 10.66 (1 
H,s), 11.68 (1H,s). 
FABMS:428(M+H) + . 
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